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(57) Abstract 

A novel process comprising cyclizing a 
compound represented by general formula (1), 
wherein R 1 , R 2 , R 3 and R 4 are the same or 
different and each represents hydrogen, lower alky], 
etc.; R 5 represents phenyl, etc.; and R 6 represents 
lower alkyl, etc., by treating with a halogenated 
trialkylsilane in the presence of a base to thereby 
give a series of quinazolin-4-one derivatives 
represented by genera] formula (2), wherein R 1 , R 2 , 
R 3 , R 4 , R J and R 6 are each as defined above, 
which are useful as drugs and intermediates in the 
synthesis thereof in a high yield while suppressing 
the formation of by-products. 




(1) 



(5 7) mm 




[S*R \ R : > R 3 & t>* R 4 (i fn] — 31 (i JH -? TtKSJ^^n f£3&7 
* g fife ^ r 5 !i7 x-;H<t!i^, R^±ig*ft7;i/*;i/Sffe*-t 



R 1 0 




[S*R\ R\ R \ R\ R 5 &tfR 6 Ji IS (c PI L; 0 3 



AL 7*/<=7 DE 

AM ^7 DK 

AT *-*M7 EE 

AU *-*h7iJ7 ES 

AZ 7^^/<-<^y> FI 

BA tf*-7 --v/l/yx^ir^ FR 

BB /</U/<K* GA 

B E ^/U* 2 - G B 

BF 7A>*1--77V GE 

B G VT G N 

BJ **ty GR 

BR HU 

BY -<7/V-«> IE 

CA IL 

CF W7y^*fti I S 

CG 3^ IT 

CH _ JP 

CI =J-h • 5?3f?7-A KE 

CM KG 

cn *m KP 

CU KR 

CZ fxy^^i KZ 



y LI 
LC 

^Xh=7 LK 
LR 

7^7^F LS 
77^ LT 
LU 

-Y*y* LV 
fAs^r MC 
*-7 MD 

*y->t mg 
>r^7x/u ml 

7>r*7VK MN 

*r*y7 mr 

^-7 MX 
*7t^**>' NE 

*5|E@ NO 
*f7X^y NZ 



y tT^v/^-fy 

^!)7^ 

y-<y 7 

y K7-7 
7 h<?47 

-*>r K=7ia^-=f^7 
y $ —7 



PL ^7>K 
P T ^/u 

RO As—-7^T 

RU d*>7^ 
SD 

SE xOzl—tV 

SG ^ytfrf-* 

s i *uy±-r 

SK 7suy 7 *7 

SN -t*#fr 

SZ *2*;/7>K 

TD ft K 

TG h-^ 
TJ 

TM K/l^;*-**^ 

TR h/Vn 

TT h y-^-K • 

UA VtyS-f 

UG 

us 7*y#££g 

UZ !?X-<^^^y 

VN VjzlYI-J* 



WO 97/08153 



PCT/JP96/02388 



1 

w m m 
& « & g 

'J >-4-^->e^^©Mat^?*{rKt-^o 

% * g 
ft 3fe «k 0 * V >J >-4-*>^3|#0iJ£#&<bU 
10 T (i N #J X. if J . Org. C h e m. , 4_1_ (10), 

1 7 6 3 ( 1 9 7 6 ) \z ta m © # m 1)K -ISI^^tlt 

JP Hfc & S # 2 5 0 °C&±<fci^*ST'£>£/c#K 
15 </j:^ BJ£J5&«Jt>£<tt*fcj£*<*So' 

K £ D £ ft 6 C £ £ Jl^*: U CCIC^^bJ^^^c 



WO 97/08153 



PCT/JP96/02388 



10 



15 



2 

a m o m m 

r 1 o 

R 2 \X^ Y ^NH---R 5 



T;i/3 + ->as^ •> 7 y l> n - m r ;u + ;u # 

4 AM, i& B. 7 )\s 3 4- •> # ;U jK — yl/ £ X it ^ d y > ft 

£ W f £ - 7 iZ;M£t7/^/Hs 1&B.T 

)i>r -Jim, i& ft r ;u ^ * > ft 0 T ;u + ^ £ X I* IK ft 

II7^ + ;H, (E & 7 ;u n * •> a ;u - ;i/ £ X li fit 
IIiLtil7;^yHU<liS 

0 OR 7 
-A-Z-P\ 




(1) 



R' 



WO 97/08153 PCT/JP96/02388 

3 

+ Milt n^xia^^^, ziiffiar^*u> 
S R 'lififtTi^iH^, r 8 ii fsk 7 ji> □ + >> 

5 f tS:i®*5 7'x^;H<&^tlf tl^to ] 

71 $ ft £ <fc£& (r N ^1©#ST> ad^" wkMJT 



10 




(2) 



(5$ + R\ R\ R\ R\ R 5 RVR U*±BlZ® U. ] 

7? ^ ^a^">{k h ij 7;l/ + ;l/y 7 □ □ h 'J T ;u 

* 5 > -? & £ ± §5 # ii S R O* ^ o ? y <b h U 7 
20 ;^;i/->7 >©Hii^f tif'n3~2 0 ^It'fe^l' 
Ifl 7j Sl^glc:j&S*<0~l 0 0 °C V h £ ± IB 7j & 



WO 97/08153 PCT/JP96/02388 

4 

##£Sfc**±IB — tt^ClCfc^TN R R 6 T5£a £ ti 

^^^■ih + i/, 7° □ # * v s << V 7° O # + 7' 
h*->> tert- 7* h * -> N ^ > * 
+ ->3l^*s M T + <fc It |* N gq £ (i > f- ;K 
x ^^> ^nb°;k V^Db'ik tert-7'3 1 
10 ;K 's*5/**^£ x * ft ft #J jf> T £ So 

i©*57 j^;l/fift7^ + ;Hi Ltli, m tl \t K > 
•7 ;K a-7i|f;K 0 - 7 x * f- ;K 1 - 7 x - ;U 

7°D k°;k 2 - 7 x ^ ;l/ 7° D b° Jl s 3-7x-^7°Db° 

15 ;K 4-7i^;l/7f;K 5 - 7 x — jl ^ > *■ ;k 6- 
7i-;K+-/;K 3 - 7* □ < 

7 -7 ;K 4 - 7* d * < > -7 ;u > 4 - ? p p K > 7 ;k 4 

- 7 ;l/ o O >? ;K 4 - 3 - K O 7 ;K 2 - 7* d ^ 

- 4 - 7 ;!/ ;t p < 7 7 ;k 2 - 7^tD - 4 - yot^ 
20 7 5? ;K 2 - 7 p d - 4 - 7 A * p < 7 7 ;K 2 - 7 Jl 

p - 4 - 7 p p /< 7 -7 ;K 2-7*p^-4-7ppK 

7 7 ;k 2 - 7 P P - 4 - 7* P < > 7 2 - 3 - K 



WO 97/08153 PCT/JP96/02388 

5 

;K 3-7nt-5-7/l/tD<>-;;k 3 - ? d p - 

5 - 7 ;l/ # d K> ;K 3-3-K-5-7*P*'<>y 
;K 3 - ? o d - 5 - 3- K ;H f ^ ^ T ^ <5 „ 

5 fW7;^-yHi LTfcU #J ;i t: 1-^^ 
^t"-;K 1 - /d^-jK 2 - 7 p ^ ^ ;K l-7*x 
-;K 2-7*7-~;K 3 - 7x - ;K 2. 2 - y ^ f- ;i/ 
t"-;K 1 - ^ > -r — ;K 2 - ^ > x - ;K 3 - ^ > f 
4 - ^ > f- - l - ^\ 4=- -fc? - ;K 2-^\^-tm 

10 ;K 3 - 's * -fe x ;K 4 - + -fe x ;K 5 - ^ + — ;P 

p y > e & i& & t ji> * ji m t u x (i, #j x. # h <j 7 

;!/ * p > f- ;l/ N ^>j? 7Jl/t Dxf ;K ^ 7° * 7 ;U ?r p 

15 h 'j 7 s # 7 ;b ^- p ^ + •> ;K ? p p ^ f- /K 7* p 

;< ;K a - K ^ f- 2 - 7 n p x ;K 3 - 7 n 
p/d t';K 4 - ? n u 7* f - ;K 5 - £ n p ^ > f- ;K 

6 - ? D o 's + •> 2 3? £ #J ^ T' £ 6 o 

m. 7 ;u p + •> f& IS T ;u * ^ H > L T li N m?L\Z / V 
20 *->>f-;K xh*->yf-;K t"d# + ->^/K 7 h 
* -> p< f- ;w ^ > f- ;U * * f- * > *■ * i/ jt 

f- 2-^ ^->xf;K 3 - / h * •> 7° p h° ;K 4 



WO 97/08153 PCT/JP96/02388 

6 

> ^ * •> ;u & ^ £ 0J ^ t # & o 

M7;l/ + -;H <t LTfeU Witfxf - ;k 2-7° 
d b°-;K 3 - 7* ?- .=. ;K 4-^<>f-^;K + v 

- ;H6 ft 7 ;!/ 3 * * £ £ LTIi, €»J x. If <> 'J A * 4 $/ N 
2-7xUH^a 3-7x^ ^/n^^y, 4- 

7 x ^ ;i/7* h 4 *>> 5 - 7 x > ^;P:*4 6- 

10 7 x - )V ^ 4 jl t 4 •> > 4-^ddO>?;1/^^'>, 
3 - * d d ^ > y ;l/ * 4 •> ^ 2 - ? □d^s>v ? ;U^-^-> n 

N - T ;P 4- ;U ii Jl /< * & i L T (is #J x. (f N - ^ 
f-;l/# yi/^<^e >f N - jc f- ;u # * -Y ;K N - 7° o 
b°;U # -y ;K N - 7* ;l/ # t -Y ;K N-^> 

f- jv ii ji /< * -Y ;K N - 's 4- ;i/ # ;u /< * -y ;i> S W £ $\ 

20 ^T' # -5 0 

•> # ;u - >K i^«>^l/t: - ;K 7° p # 4 •> * ;u 



WO 97/08153 PCT/JP96/02388 

7 

— ;K 7* h * *> fj — ;k ^ > f- * > # ;i/ # ~ ;k 

'N * i/ JV * 4r is ij Jl aj? - ;U £ £ ^ T # -5 „ 
5 fcf /< d ^ y -f Jit* * ->x ^7°* 

/N o y M 1$ i\ Z> M ® l - 3 j@ £ ;fr -T 6 c to 

10 2-^f;l/7iZjl/, 3 - y f- ;U 7 x - ;K 4 - y f- ;U 
7x^/K 4 - x f ;i/ 7 x - ;K 4 - 7° u t° ;1/ 7 * — ;K 
4 -7'f ;k7x-;K 4 - ;l/7 i-;K 4 - ^ + 

•>;U7x-;l/, 2, 3-^^/1/7 1- ^ 2, 4 - 
^;l/7x-;K 3, 4-^f^7x-;k 3, 4, 

15 5 - h l J/f^7x-;K 2-?OD7x~;K 3 - ? 
o D 7 x — ;K 4-^DD7x — ;K 4-7'n^67x — 

;K 4 - a - F7x^/K 4 - 7 ;P>t- □ 7 x - ;K 2, 
4-v?no7x^;K 2, 4, 6 - h>J^DD7x- 

;K 2- / ^•>7x-;k 3-y h^->7x-;K 4 
20 - y h * •> 7 x — ;K 4 - x K->7x-;k 4 - 7" u 
# * i/ 7 x - ;K 4 - 7 h 4- i/ 7 x — ;K 4 - ^ > f- ;U 
**'>7x~;K 4 - ^3=- •> ;u^- 4- •> 7 x — ;K 2, 3 



WO 97/08153 PCT/JP96/02388 

8 

- V / h + 7 x - ;K 2 , 4-^^->7i^iK 
3, 4-^^>>7iiJK 3,4, 5-- h»J>h + 
7 x - ;K 4-^OD-2-yf^7xUK 2 - £ 

po-4-^f-;l/7x-;l/ N 4 - y h^v/-3-^f-;u 
5 7 x - ;K 3-^h^'>-4-y^;l/7x^;P > 4 - * 

7 x - ;K 3 , 5 - i? - t - 7 ' f- ;b - 4 - y h * v 7 
10 lt5:io*57x-;i/SHTli, 7 x ^ ;u S ic fln 

4 - >f ;|/7i-;K 4 - xf ;l/7x-;k 4 - 7 d tf 
^ 7 x — ;K 4 -7f ;l/7 x-;k 4-^>^;U7x^ 
,K 4 - ^ * > jl 7 x - ;K 4 - [ ( ^ .x h 4 * X * 

15 »J ;U ) t f- ;U ] 7 x — ;K 3 - [ ( ^ x h * •> * 7. * 'J 
^ ) > f- j\y ) 7 x - ;K 2 - C ( x h * > * x * 'J ;l/ ) 
t f- ;l/ ) 7 x ^ ;K 4 - [ ( y h 4- •> * x * 'J A ) y 
f- ;u ) 7 x x ;k 4 - ( ( v -f d # 4 •> * x * y ji ) y 
f- ;U ) 7 x x ;K 4 - [ (y^v7D^i/*x*'J;b) 

20 7x-;K 4 - ( (y7'KHX^'JA) y 

f- ;i/ ] 7 x - 4 - [ ( ^ > f- 4- 4 •> * x * <J ;l/ ) 
^ f- ^ 3 7x~;K 4 - ( ( y ^ 4 •> ;l> * 4- * x * 'J 



WO 97/08153 



PCT/JP96/02388 



9 

)V ) / 9 ;l/ ] 7 x x ;u N 4 - C 2 - ( *7 x h * •> * x * 

ij ;l/ ) i f- ;W ) 7 x - ;K 4 - C 3 - 

* 'J ;!/ ) 7° □ h° ;P ] 7 x - ;K 4 - C 4 - (v>xh*-> 

* X * U ;l> ) 7* f- Jl ) 7 x - ;K 4 - [ 5 - ( 5? X h 4 

5 •> * x * y ;b ) ^ > f - ;u ] 7 x - ;w 4 - c 6 - ( if x 

h + *> * X jfr U ;U ) ^ * > ^ ] 7i-iK 4 - ( ( x h 

* -> 7 x x jv * x * u ;u ) > f- ;u ) 7 x ^ ;K 4 - 

C (> h 4 *> 7 x x ;l/ * x * 'J ;u ) J f- ;i/ ] 7i-/k 
4 - C ( 7 x x 7° D * * i/ * X * 'J ;i/ ) ^ f- ;u ] 7 x 
10 x ;K 4 - C ( y h * i/ 7 x x ;U * X * D ^ ) > f" ^ ) 
7 x x ;K 4 - C ( ^ > f- )V Or 4- > 7 x x ;i/ * x * U )V ) 

7xx;K 4- C ( -n 4 i/ jV * 4 •> 7 x — ;U * 
x * 'J ;u ) > ;W ] 7 x - 4 - C ( ^ > if * *■ > 
x h 4 * x * u ;w ) ^ f- ;P ) 7 x - ;K 4 - c [ (4 
15 - 7 d □ Ky if )V Or * > ) x h 4 •> * x * U ) y f ^3 
7 x - ;K 4 - C C ( 3 - 9 u a K> i? Jl/* * is) x b 

* •> * x * <J ;P ] jt f- ;u ] 7i-iK 4 - c C ( 2 - * 

a a K > v? ;!/ * 4 *> ) x h 4 v * X * 'J ^ ] ^ ? ) 7 

x-;k 4 - ( (^x^yU^'J^) > h 4 •> 3 7 

20 x x ;K 3 - C ( v> x h + i/ * x * 'J ;U ) > h 4- •> 3 7 

x x ;l/ N 2 - ( (i?x^H7*'J;l') / h^y) 7 

x ;K 4 - ( 2 - ( -7 x h 4 * X * U ;l/ ) x h 4 -> ) 



WO 97/08153 PCT/JP96/02388 

10 

7 x x ;K 4 - [ 3 - ( 'J x h + i/ * X * 'J ;l/ ) 7 s p # 
+ 5/ ) 7 x - ;K 4 - C 4 - (';iK5/*7*iJ;l/) 
7* h * •> ] 7 x - ;K 4 - [ 5 - ( y x h + $/ * X * «J 
;U ) ^ > 5=- ;l/ :* * •> ] 7 x - ;K 4 - [ 6 - (yi^ 
5 <> * x *> V ;P ) ^ + v ;u * * > 3 7x-;Hf 

* % H # & K * I J" « - tt * (1) TSt>3ft*ft£<» 
^S©#4T> o y > it h U T ;l> * ;U 5 > £ ft ffi £ 

x>, *->l/>^ 5^i-f;i/f o^f l^if asg^ 
-fk7j<^^ N yxf ;i/x-f ®x-f;l/i, s> ? d o 
^ * ?no*;UA, HJSI^l l, 2-^pp 

£ I tiis ^Jill N , N - y x f- ;U 

y x >J > N N - y f- ;!/.-*• ;U * 'J t? 'J v? 4 - 5? > 

20 ^IOdd F ij/f ;^7>, ? d d h 'J x f- ju i/ ? 
? n o x f- )V i? ;|/ i/ ? > > ^7 p D -7 y f- jl 7° o t° ;1/ 
•> 7 > » ^Dpyf^^/f-;!/-/^, ? d p h 'J 7° p 



WO 97/08153 PCT/JP96/02388 

11 

fcf A > =7 y > F 'J7'f j^nn->7>> ? o a x f- ;|/ y 
f;^Dh°;^>7>|0^DD h T ;i/ 4- ;U <> 5 > £ 0 
M It & ffi t § S o 

± la /n d ><b h 'J 7 ;i/ + ;l/ 5 > S O* ^ S O ffi fi 
5 ii> # ir $ titi — |g iz l - mm ^ £F£ L 
<I43~2 OSt<!:t5®A<i<, & J£ ii # 0 ~ 
10 0°CT\ 0. 5-2 O^^ggt^Tt^o 

^iK&tlj&fc & *) ft % Z & &V £ Zo 
10 SJ^Xgx^i 




(A) (C) 
CsC*R\ R\ R\ R\ R 5 &?>'R 6 ^ atj IS (wj l;. 

±IBfi0Xg5$ K & C> T> <b^t/ (A) <!: o y > 
(B) tOSJ^I^ HlCfftT 

fl£ & #Hk 7.R 31 3i ^ ^ x 3- ;U - ;l/^CD x - f ;U3i> t 



WO 97/08153 



PCT/JP96/02388 



12 

•fe h yfiUf^n^ 7tF7x;>l®^^ 

5 N - Mr ij > „ N - M f- jl> €■ ;U * U > > t° U v 5 

4-^^f;l/7; ; h° 'J >f ©7 ; >i^Jf It: 

l^nWftft (B) (A) iz® 

io m (A) ic l r ^ * ;n ~mmm t -r 6 © a< «k s 

-«IZ0'C~$fflttiE<Di&&fc#TK0. 5~ 

is v > - 4 - * > mm wit, ttjRffi&ftftiitt ifogip^ 
m^m i 



WO 97/08153 



PCT/JP96/02388 



13 

4 - C ( x h * •> * X * 'J ;U ) / f- ;U ] $,|f 8 
27. 2g%^pp^>60ml&tfDMF2ml 
:ni:^{t^t-;H 3. 1 g^Jo^ti 

5 - ( N - J f- )]/ ti Jl /< * y( )\, ) - 5- ^OD7xU> 
18. 5g0h o 'J^>5OralS[f>;^OD^>3O 
m 1 « & * iw, 2RfcT«#l,ttj&<&0o < ilT U: 0 

5 0ml ^iO^, *rfflLfc*Si&&iltttU zKT3fc#&fr 
10 jj£^LT. 4 - { [5-?nn-2- 

( N - ^ f- ;i/ # ;!/ /<? * ;U ) 7 x x ;l> ] # Jl /< * 4 A } 
O P J\s * 7s * + - h 2 3 . 6 g £ ft fc 0 
fH % #J 1 

0J 1 T ft £ *l fc ft £ to 8 0 g (1 8 2 . 3 mmol ) 
15 ^h'Ji^;UTi>221g(2184. 0 mmol) £ v 
^oD^> 2 0 0 0 mli:g^U SiBTCUSif U^i 
4<^ddMJ^^'>7>8 7g (800. 8 mmol ) 
£0o<(3i8TUfco fiT^T^ 4 0 XT 1 7 B$ ft itm 

20 1 % £ £ £ 1 0 0 0 m 1 £ Jn £ N ^ * a □ / 5> > T ffll Hi 



WO 97/08153 PCT/JP96/02388 

14 

Jl- 7K X *) H^ H a H LT, g ft £ -T 6 ! J x ;l/ 4- (7 

-?dd-3-^^-4 (3H) 

- >f ;W ) ^ > *J )\s * X * * - h 8 8 . 6 g £ f# fc 0 
5 ^JS^J 2-13 

SirE|R©#<k^tt*«jtUfco & Silted &<fc£ti© 
Ii3t> tt jftt & JR * * IB « "f So 

Ir)x e li> E t lix^M^, P h 

10 li7i-^S^,7f 0 



15 



20 



WO 97/08153 



15 



PCT/JP96/02388 




WO 97/08153 



PCT/JP96/02388 



16 



# 


CO 
X 


LO 
00 


CO 
CO 


00 


LO 

to 


00 

to 


to 


g 


CO 
\ 

00 
CO 
CM 


t>- 

r~ i 

to 

rH 


to 

co ■ 

rH 

\ 

LO 
CO 
rH 


00 
LO 

rH 

1 

LO 

rH 


LO 

CM 
00 

i 

LO 
00 


to 

CM 

rH 

? 

LO 
CM 

rH 


CO 
05 

? 

CM 
CD 
i—i 


CO 

a: 


CM 

> 

LU 
O 

OesQu 

V 


CM 
+J 

W 

o 

0 = 0- 

o 
1 








0) 


JC 
1 Ll3 

cm 

1 






w 


c 




t cm 

o 

o 
1 

_CM 

□ 
i 




0) 


a: 


( 1 


32 












CO 


1 

1 

c 


o=o 
o 

0) j 




a 


E 


o 


U 


CM 




1 1 f 








1 1 t 




















SS 

M/ 
FN 




in 


to 




00 




o 



WO 97/08153 



PCT/JP96/02388 



m 




17 





CO 


CM 




* 




















LO 








00 






00 


o 


g 


1— I 




rH 




I 


t 




JO: 
SI 




CO 


to 














CM 
O 

•H 












CO 

u 




-COOE 


1/5 












ft- 












CO 
fV 


< 




O 






O 


3 












i—i 


CM 




s 




T— » 





WO 97/08153 PCT/JP96/02388 

18 

£ m m i 4-4 9 

# # #J 1 RtfMMM 1 <£ IrI $Mci Lt^ *35&tf*4 

g * M e , E t & P h (3; W E jr U T £> 0 , 
5 iPrlNV^Dh^H^ A c 14 7 * * A & £ * ft ? 



20 



WO 97/08153 



PCT/JP96/02388 



19 




WO 97/08153 



PCT/JP96/02388 



20 



CO 



p 


t o 

(J) r-l 




I 00 


LO 


/■ — s 

«I 


•i 




O r-l 






CD CO 
CO 








• ^ 








N 


X 

o 


x 

u 


CM 

u 


CM 

O 


X 

o 


X 

o 


< 


•Ha 


& 


<n 


<D 

& 


-Ha 


o 


00 
Oh 


2' 
0 


... 

Oi Pr 


U 
0 


O 


<fc-J 

0 


W 
0 


OS 




In 


u 


w 


w 


W 


in 
OS 










o 


o 


OS 








J- 






CO 


O 


U 




U 


U 


U 


os 


2 


a 






zn 


IE 










1 1 T 










00 

r-i 




o 

CM 


CM 


<N 
CM 



WO 97/08153 



PCT/JP96/02388 



21 



CO 



p 


CO ^ 
1—1 


fl 
P 


J 

CO 

cn 


9 9- 

10 0. 5 


Cn) 
LC 
? 

in 


156- 
15 6.5 


JjfT tO 














N 


CM 

o 


CN 

ac 
u 


CSJ 

U 


CM 

x 
u 


CM 

X 
U 


CM 

X 
o 


< 




<D 

ifi 
2fir 


<o 
"K5 

38r 


« 


<!n 


iig 


00 


0 

CS) 

i 


J3 

CM 

o 

0 

1 


W 
0 


o 


CsJ 
O 


4—1 

0 




. w 




u 


u 


W 




ID 






CM 

I 

u 
1 


Q) 


a 


a. 




X 






c 

o 




a 












CO 






u 


u 


£ 




u 

I 

1 




w 


X 














X 










1 




CO 
CM 


CN 


LO 

CM 


X 
CM 




00 
CM 



WO 97/08153 



PCT/JP96/02388 



22 



00 



p 

Inl 

iln 


00 O 

O rH 


12 3- 
1 2 4 


143- 
14 6 


1 0 9~ 
1 1 0 


12 5. 5 
12 6. 5 














N 


CM 


CM 

JL 
r \ 


CM 

IE 
O 


CM 

x 
o 


CM 

a 

U 


< 


<!n 
If 


<o 


<□ 


Si 


<D 

at- 




o 


W 

o 


o 


0) 

o 


w 
o 






w 


u 


0) 


Ui 


A/ 


p 

o 
i 


0 

CM 

o 
o 
1 


CM 

r > r r i 




o 






n. 


a 




a 




CD 

o 


u 


o 


O 


CM 

o 

2 


CM 


o 

o 




k— • 
tola 


















iK5 




o 

00 


CO 


CM 
CO 


co 

CO 



WO 97/08153 



PCT/JP96/02388 



» 3 & (itt*) 





'H-NMR (5 : ppm) (CDC h) 


2 1 


1. 1 8 (6H, dt, J =4, 7) 

3. 08 (IH, dd, J = 2 2, 15) 

3. 44 (3H, s), 3. 67 (IH, dd, J=22, 15) 

3. 9 0 -4. 0 2 (4 H, m) , 7. 3 2 - 7. 5 9 (5 H, m) 

7. 69 (IH, d, J=2), 8. 28 (IH, d, J = 9) 


2 2 


1.3 7 (6H, t, J = 7) 

2. 3 5 (2H, d t, J = 1 9, 7) 

3. 52 (3H, s), 4. 11-4. 20 (4H, m) 

4. 2 7 -4. 3 7 (2 H, m) , 7. 04 (2H, d. J=9) 

7. 43 (IH, dd, J = 8, 2). 7. 53 (2H. d, J = 9) 
7. 7 1 (IH, d, J = 2), 8. 2 4 (1 H. d, J = 8) 


2 3 


! 

1. 25 (3H, t, J=7), 3. 23 (2H, d, J = 22) 
3. 47 (3H, s), 3. 94-4. 15 (2H, m) 
5. 04 (2H, d. J = 9), 7. 3 5 - 7. 5 2 ( 1 0 H, m) 
7. 71 (IH, d, J = 2) , 8. 2 3 ( 1 H, d, J = 9) 
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